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Lecture 3: Anti-emetics 


*l|OLs 
e Classify the anti-emetic drugs. 


e Compare between the anti-emetic drugs in their 
mechanism of action and adverse effects. 


e Relate the anti-emetic drugs to their clinical applications 


Carminatives 


Expulsion of gases via the mouth = Eructation.e.g. 


1. Volatile oils e.g. peppermint, camphor, anise, caraway & 
cinnamon. 


2. Carbonated water > CO, [I[] Intra-gastric pressure => 


Overcome cardiac sphincter. 


Emetics 
° Drugs used to induce vomiting. 


e Useful to evacuate stomach in cases of oral poisoning. 
e Used ONLY in conscious patients to avoid aspiration pneumonia. 


A) Central Emetics: Apomorphine S.C. |||] D2-receptors in C.T.Z. [] 
Vomiting 
B) Peripheral Emetics: 


° 1- Rapidly Acting: saturated solution of table salt (NaCl).BUT 
[] Hypernatremia. 


e 2- Slowly Acting: E.g. Tr. Ipecacuanha 


Uses: 
- Emetic dose [] Evacuate stomach in cases of oral poisoning. 


NB) Vomiting & Anti-Emetics: 


Most of vomiting [||| C.T.Z. (D, € 5-HT,) DO Vomiting Center (M & H,) [J 


Vomiting 
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Antiemetics 


Are drugs used in the prevention & treatment 
of nausea € vomiting. 


Dra: 


gs 
{chemothe - anesthetics- opoids )— 
A ons aes slants 
adiotherapy- surgery} 


ZTE O ee ular 
D> = SHT & H AE 


Vomiting 
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a- Block H,-receptor in vomiting center. 
b- Effective in all vomiting including Motion sickness. 
Long acting [] Useful in sea sickness. 


c- E.g. Dimenhydrinate, Diphenhydramine, Promethazine, 
Meclizine & Cyclizine. 


2- Muscarinic receptor blockers: 
e Hyoscine Y mg Y hr before the journey po or transdermal 
patch. 
a- Blocks M-receptors in vomiting center. 
b- Effective in ALL vomiting including Motion sickness. 
Short acting [] Useful in air sickness 
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3- D2 (Dopamine) receptor blockers: Block D,-receptor in CTZ. 


° Effective in all vomiting EXCEPT motion sickness. 

e Include:-Metoclopramide, Domperidone, Phenothiazines, Butyrophenones 
e Metoclopramide: Antiemetic acting by: 

- Centrally Blocks D,-receptor in CTZ. 


- Peripherally [] Stimulate 5-HT, receptors in enteric ganglia [JRelease of A.Ch. []]]Gastric 
motility DO Gastric emptying [] Prokinetic agent. This action is antagonized by atropine. 


e Domperidone: antiemetic acting by: 
- Centrally Blocks D,-receptor in CTZ. 
- Peripherally [] J-Blocking activity [O Gastric motility [] Prokinetic agent. 


e Phenothiazines: eg Chlorpromazine € Butyrophenones: eg 
Droperidol & Haloperidol. 


e Block D2-receptor in CTZ. Also Antipsychotics useful in ttt of schizophrenia 
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4- 5-HT; (Serotonin) Receptors blockers: 


e.g.Ondansetron € Granisetron 
e Block 5-HT3 receptors in CTZ 
e Used orally & IV mainly in vomiting induced by cancer 


chemotherapy. 


5- Neurokinin receptor blockers: e.g. Aprepitant 


e Neurokinin receptors are recently found in vomiting centre 
where they are stimulated by 
e substance P [] Vomiting €: blocked by Aprepitant|] Antiemetic 


Action 
e Aprepitant: Used orally to prevent vomiting induced by cancer 


chemotherapy 
eSide Effects: Fatigue, Dizziness & Anorexia 
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6- Glucocorticoids: Dexamethazone [| Used in vomiting 
due to cancer chemotherapy. 


7- Cannabinoids e.g. Dronabinol. Used in vomiting due to 
cancer chemotherapy. 
e Mechanism of action: Inhibit dopamine release 
e Side Effects: 
1. CNS: Euphoria, uncontrollable laugh, weak mental concentration, 
impairment of reflexes. 
2. CVS: Vasodilatation and increase pulse rate 


8- Pyridoxine (Vit B-6): Effective in vomiting of pregnancy. 
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Prokinetics 


e ILOS 
e Classify the groups of prokinetic drugs. 
e Explain the mechanism of action of the different 
prokinetic drugs. 


e Relate the prokinetic drugs to their clinical 


applications. 


Prokinetic Agents 


Drugs which [| GIT motility e.g. Metoclopramide, 
Domperidone, Itopride & Erythromycin. 


A- Metoclopramide (Primperan) 


O Pharmacodynamics: 
1- Antiemetic: mechanism of action: 
A. Central: Blocks D,-receptors in CTZ 


B. Peripheral - Stimulate 5-HT, receptors in enteric ganglia [] 
Release of A.Ch. [] [] Gastric motility DO Gastric emptying [] 
Prokinetic agent. This action is blocked by atropine. 


2- Prokinetic agent [|[] Gastric motility € emptying. 


O Therapeutic Uses: 10 mg 3-4 times/day Orally, 
Rectally, IM & IV. 
e*All vomiting EXCEPT motion sickness. 
e Gastric Hypomotility e.g. Diabetic gastroparesis. 
e Gastro-Esophageal-Reflux-Disease (GERD, Reflux 
Esophagitis). 
e Hiccup. 
O Adverse Effects : 
1. Dizziness & nervousness. 
2. Extrapyramidal manifestations e.g. Parkinsonism & ataxia. 
3. Hyperprolactinemia [] Galactorrhea in females. 


4. [| Absorption of concomitantly administrated drugs e.g. 
Paracetamol, BUT NOT Digoxin. 


B- Domperidone (Motelium) 


1- Similar to Metoclopramide [] Dual Anti-Emetic €: Prokinetic 
agent: 
A. Central: Block D>-receptors. 
B. Peripheral: Block a-adrenoceptors in stomach [DO Motility [] 
Prokinetic agent. 
This action is NOT antagonized by atropine. 


2- Limited passage across BBB [] Rare extrapyramidal 
manifestations BUT STILL can produce hyperprolactinemia. 
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C- Itopride (Ganaton) & Mosapride (Gasmovac) 


- [| 5-HT, receptors in enteric ganglia [] Release of A.Ch. 
DO Gastric € Colonic motility [] Prokinetic agent: Used in 
GERD with Proton Pump Inhibitors 


D- Erythromycin: 
1. Macrolide antibiotic. 


2. Stimulates motilin receptors on GIT. Rapid to/erance 
to this effect. 
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